N/468161 

1: MetLysProAsnDellePheValLeuSerLeuLeuLeuIleLeuGluLysGlnAlaAla - 

21: ValMetGlyGlnLysGlyGlySciLysGlyArgLeuProSeiGluPheSeiGlnPhePro - 

41: HisGlyGlnLysGlyGlnHisTyrSerGlyGlnLysGlyLysGlnGlnTlirGluSerLy^ - 

61: GlySerPheSerlleGlnTyrThrTyrHisValAspAlaAsnAspHisAspGlnSerArg - 

81: LysSerGlnGlnTyrAspl^uAsnAlaLeuHisLysThrThrLysSeiGlnArgHisLeu - 

101: GlyGlySeiGlnGlnLeuLeuHisAsnLysGlnGluGlyArgAspHisAspLysSerLys - 

121: GlyHisPheHisArgValValDeHisHisLysGlyGlyLysAlaHisArgGlyThiGln - 

CS#5 

141: AsnProSerGlnAspGlnGlyAsnSerProSeiGlyLysGlyDeSerSeiGlnTyrlSer - 

161: AsnThrGluGluArgLeuTrpValHisGlyLeuSerLysGluGlnThrSerValSerGly - 

181: AlaGlnLysGly ArgLysGlnGlyGlySerGlnSerSerTyrValLeuGlnThrGluGlu - 

201: LeuValAlaAsnLysGlnGlnAjgGluThrLysAsnSerHisGlnAsnLysGlyHisTyr - 

221: GlnAsnValValGluValArgGluGluHisSerSerLysValGlnThrSerLeuCysPro - 

241: AlaHisGlnAspLysLeuGlnHisGlySerLysAspDePheSeTThrGlnAspGluLeu - 
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261: LeuValTyrAsnLysAsnGlnHisGlnThrLysAsnLeuAsnGlnAspGlnGlnHisGly - 

CS#3 

281: ArgLysAlaAsnLysIleScrTyiGlnlSerSerSerThrGJuGluArgArgLeuHisTyr - 

CS#4 

301: GlyGluAsnGlyValGlnLysAspValSeiGlnSerSerUeTyTSer|GlnThrGluGlu - 

321: LysAlaGlnGlyLysSerGlnLysGlnlleThrlleProSerGlnGluGliiGluHisSer - 

CS#1 

341: GlnLysAlaAsnLysDeSerTyrGlnlSerSerSerThrGluGluArgArgLeuHisTyT - 

CS#2 

361: GlyGluAsnGIyValGinLysAspValSeiGlnArgSerDeTyrSerlGln'niiGluLys - 
381: LeuValAlaGlyLysSerGlnlleGlnAlaProAsnProLysGlnGluProTrpHisGly - 
401: GluAsnAlaLysGlyGluSeiGlyGlnSerTlirAsnArgGluGlnAspLeuLeuSerHis - 
421: GluGlnLysGJyArgHisGlnHisGlySerHisGlyGlyLeuAspDeValllelleGlu - 
441: GInGluAspAspSerAspArgHisLeuAlaGlnHisLeuAsnAsnAspArgAsnProLeu - 
461: PheThr - 



Figure lb 
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PERCENT PEPTIDE HYDROLYSIS 

TIME OF INCUBATION ( HOURS > 





PEPTIDE 


0.5 


1 


2 


3 


4 


20 


1. 


SYQSSSTE 


ND 


0 


ND 


0 


ND 


0 


2. 


ISYQSSSTE 


NO 


0 


ND 


0 


ND 


0 


3. 


KISYQSSSTE 


ND 


10 


ND 


30 


ND 


90 


4. 


NKISYQSSSTE 


ND 


30 


ND 


70 


ND 


100 


5. 


NKISYQSSST 


ND 


20 


30 


ND 


ND 


100 


6. 


AN K1SYQ SSSTE 


15 


25 


ND 


ND 


80 


100 


7. 


ANKISYQSSS 


4 


6 


16 


30 


45 


ND 


8. 


NKISYQSSS 


2 


6 


22 


44 


55 


ND 


9. 


ANKISYQSS 


1 


ND 


12 


ND 


39 


ND 


10 


GRKANKISYQS- 


20 


50 


ND 


ND 


90 


100 



SSTEERRLHYGEN 
G 



ND = not determined 

The single letter code for amino acids is used: A=Ala, E=Glu, G=Gly, H=His, «=lle, K=Lys. 
L=Leu, N=Asn. Q=Gln, R=Arg. S=Ser. T=Thr. Y=Tyr. 
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\ Peptide 


Ij- Number 


% Peptide Cleaved at 4 Hour^ 






York PSA / 


\ 






\ Ac-ASYQ-SSL-acid 


94 


71 X 


&c - ANSYQ- SSSTE- ami de 


95 


28 / 


a\- AS YQ - SSSTE-amide 


96 


e r 


AcXpYQ- SSSTE- amide 


97 




Ac-AN^SYQ- SASC-ami de 


98 


/ 78 


Ac -Q\£STE- amide 


99 


/ ° 


Ac-YQ-^£TE-amide 


100 


/ o 


Ac -SQ-S^E- amide 


101 


/ o 


Ac-ANKISQ-S^TE-amide 


102 


/ 0 


Ac-AN (ORN)ISYQ-£$TE-amide 


103 


/ 34 


Ac-S (3PAL)Q-SST^ amide 


104 


/ 4 


Ac-S(3, 4-Cl2F)Q-SST\-amide 


105 


/ 6 


Ac-SKQ- SSTE- ami d\ 


106 


/ ° 


Ac-SYQ-SSTL-acid \ 


88 


/ 81 


Ac-SYQ-SSSL-acid \ 


107 / 


98 


(e-ACA) -YQ-SSSL-amide \ 


108 / 


0 


ANK(N-Me- I) SYQ-SSTE-amide \ 


109 / 


0 


SYQ-SSTE-amide 


\ no/ 


0 


HO (CH2 ) 2C0-YQ-SSTE-amide 


\ H4 


0 


Ac- SYK-SSTE- amide 


\j/i2 


5 


Ac- SYY-SSTE- amide 


/lis? 


93 


Ac-SYQ-SSL-NHNH2 


A 114\ 


32 


Ac-SYQ-SSL-acid 


5^ )H5 \ 


72 


DAP-YQ-SSSL-amide A Si 1 6 ^ 


0 
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t 
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£oxofeubi cin-conaener 


SEO.ID.NO. 


% Peptide Cleaved at 4 Hours 


\ 




bv/^ork PSA 


\ 






Ac-ANKISYQ^$SST-DOX (3 ' ) 


11/ 


OH f Hr^ r\r\ eomnlo loft 
£.\J\JC niy HO SaUtpic lell 


Ac-ANKISYQ-S&$TL-DOX (3') 


70 


/ 87 


Ac-ANKASYQ-SAS^L-DOX ( 3 ' ) 


118 


/ NA 


Ac - ANKASYQ- SASl\lX>X ( 3 1 ) 


119 


/ 100 (3 hr) 


Ac-ANKASYQ-SSSL-bpX (3*) 


120 


/ 100 (3 hrs ) 


Ac-ANKASYQ-SSL-DoX (3') 


I 121 j 


/ 91 


Ac-SYQ-SST(dL) -DOx\(3 ' ) 


/ 122 / 


17 


Ac-SYQ-SSSL-DOX (3\j j 


107 /\ 


9 5 ( PARTIALLY SOLUBLE ) 


Ac-ANKASYA-SSSL-DOX jL3\) / 


123 / \ 


0 


Ac-KYQ-SSSL-DOX ( 3 / 




9 8 ( PARTI ALLY S OLUBLE ) 


Ac-SYQ-SSKL-DOX ( 3 * ) ^sNf 




88 


Ac-SYQ-SSK(dL) -DOX (3 ' ) \(^s 




87 
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NDoxorubicin-conaern^ff 




LNCaP Cell Kill. &50 ( M) 


\ 




^ 


\ 




7 Z 


Ac-ANK^YQ-SSST-DOX ( 3 ' ) 


117 


/> 100 


Ac-ANKIS^Q-SSSTL-DOX ( 3 ' ) 


70 


/ 8.4 


ac-ankasyq\sastl-dox ( 3 1 ) 


118 


J. 2L 


Ac-ANKASYQ-SASL-DOX ( 3 1 ) 


119 


/S (DuPRO > 100) 


- 1 " ■ \ — ■ ~ - 

Ac-ANKASYQ-SSS^-DOX (3 ' ) 


120 


/ 15 


Ac-ANKASYQ-SSL^DOX ( 3 ' ) 


121 


/ 6.5 (DuPRO = 117) 


Ac-SYQ-SSSL-DOX\ (3 ' ) 


107 


20 (^uPRO>100) (PARTIALLY SOLUBLE) 


Ac-ANKASYA-SSSL-DO^ ( 3 ' ) 


123 


/ > 100 


Ac-KYQ-SSSL-DOX (\* ) 


124 


/ 6.5 (DuPRO > 100) 


Ac-SYQ-SSKL-DOX ( 3 '\ 


125 / 


/ 11.8 (DuPRO > 100) 


Ac-SYQ-SSK(dL) -DOX ( 3 '\ 


126 / 


>100 (DuPRO >100) 


Ac-hRYQ-SSSL-DOX ( 3 1 ) \ 


145 / 


6.4 (DuPRO > 100) 


Ac-KYQ-SSS (Nle) -DOX (3') \ 


14 6/ 


4.4 (DuPRO >100) 



